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(57) Abstract: 

PURPOSE: Provided are a 4-hydroxyphenylglycin capable of being 
used as intermediate of oral antibiotic based on cephalosporin, 
and a method for preparing the same. CONSTITUTION: The 4- 
hydroxyphenylglycin is represented by formula 1 (wherein R 
represents an amino protecting group). The method for preparing 
the 4-hydroxyphenylglycin represented by the formula 1 , comprises 
the step of reacting a 4-hydroxyphenylglycin compound of formula 
3 with a pivaloyl halide of formula 4 in the presence of base. In the 
formulae 3 and 4, R represents an amino protecting group, and X 
is CI, Br or I. The base is triethylamine, n-tributylamine, N,N- 
dimethylaniline, pyridine or N.N-dimethylaminopyridine. 
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ydroxyphenylglycine anhydrides) B 0I2J XHSg^HOII ffB 2!0|Q. 
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AHB£££3JI %m\m XII2B0II SiOUH, §^2125 MBSIte yf S 6? SSIs, E£ DtB£B!2E!0tBB Oil^EilS, S^SUIOI 

M Oil^QiM. E|2£^2UI0IM 01l6EII='eB US 011:691 = . S!2M£|0*Bi OfOlE 1*8 010IE. OlDID^dfOlE, MEIOlBa 

oie ssi yes sibb Efe sbu eoi nam. sw*i 221 4-8iE^Aiiniyg£i6] a&B2i s^oii^ 0121 4-?ixi sie 

«*APPl 3m^ l <iU|2l D^UHIS yeSOIOIAH yes ?4>B£ M^d\J\J\ OH^ WgP. 0111 MOI, B3 OII^Eil^U yeS 0miE2| 

S¥ yeoi a^xi sfe ¥ u j§ atysioi s!8^ yes ^bb sehs sei se^ ^b 4^ stn, oioipeaoiE e^ ^&io> 

^£fO|E2| 3^01li=r 314614 21011 SIE^APIOIIE 0|0|C[M£fO|E SEfe ^£IOH£fO|E^f BBSOI 3801 SiOi. = 61 Oil 
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01 CM! S ^SXUS SX12J yeS ^ESIIBOI ^I5H 121, 4-olE^A| fill ye £1611 EI^S^ ST 

saistea yeAi^E^Mi. s^?e ah^s^su^ii »^»i2i wisoii ^em^ii Afei ^ 6i^& sur^ej 4-siE^Aii«iyeai6j 

m 4 £1^1 £101 ^ ^SI &S6f^l £12iP. 
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£ 121 4-8IE*A|DIIUa£Uii ¥4=M MZQ\\ Afg£l£ »ttfA| 32J 4-8|E^A|IHiy ^£16! StetBS 4-8IE*A|ffliy 

eaiti°i ofoiejii sa^ei ssdses s&semmi xnst ^ sua. &31 e^^ej ssDeoie auw^s^i s^stsoii/h 

s Aiga^ gn°j eiDii sioistb 3i#3E£ sr was si, oiaiih. ■ssomib, bib. ainaia. tfaa bi@i. pwiyuiii, 

^aifliiy dig, Eaiissou^Ai^sy, EtiEpaiEsmpy. t-v^Ai^ay ^eeoB^Ai ^01 s»aoi. 01 g ^6i ^ 3&1011 210H £ 

ae. s Bt-soii Afesife star*) 4°i mersej esaisieg g&^ei »eioii °i6H ^iss^u ^a^£s soietJii ^ aaoeiiBeii. 

2, 320JS5) 

S ^S2J SW*I 12| 4-6IE^A|Hliy^d|<M ¥4>18, SfSI^ 321 4-8IE^A|Eiyg£|£J 42J nitt£8l et£2!!£}B ^ HSi* 

21 sjim si ere! sdhoii eeretoi e^aiuesmi xhsb 4 sip. 

oi a,. sifir*i 3hj 4-6iE^Aimiy^£i^i sters i.o sboii cm sw^ 4si muss ersaisiBsi 28 i.o mxi 2.og§*, uiBsiawite 1.1 
mil i.ssboidi. sitte* gon^i= chi ^ bseie, isssi, Atgtfe^, omisumi, oiib oiahehoie, poubsboioie. pwiio^i 

MOmiE, 1,4-CI^ * E1IMP6IE£^E£ OI^CH S! 5 Oil AH 5fU E{= 2 0I&2J £1,^01 °JP. gOH2j Afg£F8 &3I a}^4 32j 

4-eiEsiAittiiyeai£! sibbs 3i£E£ 3 lhxi 15 wkvei/bb). tttBsiawite 5 mxi 10 dH(^m/g§ooip. 

SEeh 6*31 ^eoiiAH A*§gfc g^i^^ eeioiiiojbj, n-MP¥iof°j, N.N-poniojye!. m a a. N.N-poiiioioikiiiaiE! mo\ 21201, 01 
g M£ioiiiof°ioi uh^sip. 22121 Aistfg ^31 §m±i 3°j 4-aiE^AiiHiy gaiu m%m 1.0 sifoii cma 1.0 LHXI 1.5 98. w 

B5!8Mlte 1.05 LHXI 1.2SB0IP. 
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A^g^OII l»y 4 2iEU, CUB? 1 LHXI 2 AI^OIB B^\Q. 
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1 4 SAP. 

Oim, S ^Sl ^AIOIIOII 2J^ofW SP ^A||8MI ^gmUXf 6FP, Olfe S ^S£J ^ STSSI 0I6HM §31 91 6! «OIW S ^S2| g 
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fll 5 Oil : t-¥^A|3fSyomik-(4-8IE^Ainj|y)OfAi|e^(^*|Ai 3 oj 2i®W)°\ MZ 

4-6|E^A|Iliiyga^ 33.4g(0.20M)l (HI 38 340mfOII 418 * MBIOHBO^C! 41 m«(0.294M)S PS. a» 40t:73fXI ^8A|^P. 01 OH 
^^01 gxf ^SSHXIfeCII, 01 &EHS 1 A| Z> §oi IQ^S^P. 01 01 AH 8E1 ^8ES PM eWofCN §DH1 »I^8H1 0111 OfAilEII 
OIM 400m£ ^ m U)On*m 3t8f^P. 5% HCI §°-!!2£ pHl 3.0 LH2IS P8 0111 OfAHEHOlM §1 * ?4 OHIUI^ES 3 

£o*8P. OlOiAH, 01B8H2 01^1 W g^$\0\ »|^8H2 &M01I gjSj 200^1 ^8KM 30^^ JS^ofSP. 419 l§s 

01B8H2 AH^j£[ PM £!S 258101 ^^j2J =^ 45.8g(^P:86%)M ^^8fSP. 

H-NMR(6,DMSO-d 6 ): 1 .37(9H,s.-OC(CH 3 ) 3 ).4.94(1 H,d,8.0Hz.~CH),6.69(2H,d,8.5Hz ( S»-H), 7. 1 6(2H,d,8.5Hz. ff-H). 9.42(1 
H.brs.NH), 12.57(1H.brs. COOH) 
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a US. £!§ 2j£8f01 ^ 3X021 33ffi&tB 31 .6g(^§:95%)g ^mSD. 

H-NMR(6, DMSO-de) : 1.08(9H.s.nittSS C(CH 3 ) 3 ),1 .38{9H,s -OC(CH 3 

) 3 ).5.20(1H. d.7.5Hz,-CH),6.74(2H,d.8.5Hz,eil2i £-H),7.24(2H.d,8.5Hz. fflfi! S-H).7.86(1H. d,7.4Hz,-NH).9.56(1 H.s. -OH) 
IR(Cm _1 ,KBr) : 3451,2980,1804,1701.1513,1 173,1055,1021.953.566 
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i g£isi3 omm^Es ase * warns we* 8 qai ugfensiaa. bakm oii&g 10^1 j\m sssws 30^ s& my 

B DM 338 013^01 0l^2J = 3£f£M 2.82g(^M:89%)l 4^6fSP. 

H-NMR(6. DMSO-de): 1 .37(9H,s,-OC(CH 3 ) 3 ), 1 .47(3Hx10/1 1 ,d,6.8Hz,Z 

-CH 3 ). 1.74 (3Hx1/11,d.5.7Hz,E-CH3), 3.74(3H,s,-OCH 3 ), 5.02-5. 19(4H,m,-C0 2 CH 2 

CH-.6-H), 5.53~5.60(1H,m,diyH), 5.08-5.72(1 H,m,7-H),6.01 (1 H.d,1 1 .3Hz,UiyH), 6.65<2H,d,8.5Hz,e!!£y »-H). 6.91 (2H,d,8.6Hz.a) 
S! »-H), 7.19(2H .d,8.5Hz.S!!Si S-H), 7.34(2H,d.8.6Hz,ei]SI ff-H). 9.03(1 H,d.8.4Hz-NH), 9.34(1 H.s. -OH) 
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